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The present invention provides a pharmaceutical composition comprising a 
propylene glycol solvate of a drug which is hygroscopic or has low aqueous 
solubility It has surprisingly been found that by using propylene glycol to 
form a solvate of a hygroscopic drug, the hygroscopicity of the drug is 
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decreased and/or the stability and aqueous solubility is increased. The drug is 
therefore much easier to formulate and store than its counterpart 
untreated or hydrated form. 
IT 169590-42-5, Celecoxib 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(pharmaceutical propylene glycol solvate compns. and method for preparation 
thereof) 
RN 169590-42-5 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]- (CA INDEX NAME) 




Me 



IT 639010-40-5P 919287-67-5P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(pharmaceutical propylene glycol solvate compns. and method for preparation 
thereof) 
RN 639010-40-5 HCAPLUS 

CN Benzenesulf onamide, 4- [5- ( 4-methylphenyl) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, sodium salt, compd. with 1 , 2-propanediol, hydrate (1:1:1:3) (CA 
INDEX NAME) 

CM 1 

CRN 169590-42-5 

CMF C17 H14 F3 N3 02 S 



F3C-^ 




CM 2 
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CRN 57-55-6 
CMF C3 H8 02 



OH 

H3C-CH-CH2-OH 



RN 919287-67-5 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, sodium salt, compd. with 1 , 2-propanediol (1:1:1) (CA INDEX NAME) 

CM 1 

CRN 169590-42-5 

CMF C17 H14 F3 N3 02 S 



Me 
CM 2 

CRN 57-55-6 
CMF C3 H8 02 

OH 

H3C-CH-CH2-OH 

IT 639010-33-6, Celecoxib sodium 639010-34-7, Celecoxib 
lithium 639010-35-8, Celecoxib potassium 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 



(pharmaceutical propylene glycol solvate compns. and method for preparation 
thereof) 



RN 639010-33-6 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, sodium salt (1:1) (CA INDEX NAME) 
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639010-34-7 HCAPLUS 

Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, lithium salt (1:1) (CA INDEX NAME ) 




639010-35-8 HCAPLUS 

Benzene sulfonamide, 4- [5- ( 4-methylphenyl) -3- (trif luoromethyl ) -lH-pyrazol- 
yl]-, potassium salt (1:1) (CA INDEX NAME) 
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WO 2004-US29013 W 20040904 

A pharmaceutical composition comprising a cocrystal of an active pharmaceutical 
ingredient (API) and a cocrystal forming compound wherein the API has at 
least 1 functional group selected from, e.g., ether, thioether, ale, 
thiol, aldehyde, ketone, thioketone, nitrate ester, phosphate ester, 
thiophosphate ester, ester, thioester, amine, secondary amine, ammonia, 
imidazole, or pyridine and the co-crystal forming compound has at least 1 
functional group selected from e.g., amine, amide, pyridine, imidazole, 
indole, pyrrolidine, carbonyl, carboxyl, hydroxyl, phenol, or sulfone, , 
such that the API and cocrystal forming compound are capable of co-crystallizing 
from a solution phase under crystallization conditions. Thus, carbamazepine and 
p-phthalaldehyde were dissolved in MeOH and slow evaporation of the solvent 
gave 1:1 carbamazepine-p-phthalaldehyde cocrystals. The cocrystals were 
characterized by powder x-ray diffraction, DSC and IR spectrometry. 
169590-42-5, Celecoxib 

RL: RCT (Reactant); THU (Therapeutic use); BIOL (Biological study); RACT 
(Reactant or reagent); USES (Uses) 

(pharmaceutical cocrystal compns. of drugs such as carbamazepine and 

celecoxib and olanzapine) 
169590-42-5 HCAPLUS 

Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]- (CA INDEX NAME) 
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The invention relates to methods of screening mixts. containing a 
pharmaceutical and an excipient to identify properties of the 
pharmaceutical/excipient combination that retard solid-state nucleation. 
The invention further relates to increasing the solubility, dissoln. and 
bioavailability of a drug with low solubility in gastric fluids conditions by 
combining the drug with a precipitation retardant and an optional enhancer. Thus, 
a celecoxib hydrate or solvate was prepd.and its dissoln. and crystal 
properties were determined 
639010-33-6P, Celecoxib sodium 

RL: PKT (Pharmacokinetics); PRP (Properties); SPN (Synthetic preparation); 
THU (Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(pharmaceutical compns. with improved dissoln.) 
639010-33-6 HCAPLUS 

Benzenesulf onamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, sodium salt (1:1) (CA INDEX NAME) 




639010-42-7 

RL: PKT (Pharmacokinetics); PRP (Properties); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(pharmaceutical compns. with improved dissoln.) 
639010-42-7 HCAPLUS 

Benzenesulf onamide, 4- [ 5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1 
yl]-, monosodium salt, hydrate (9CI) (CA INDEX NAME) 
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IT 169590-42-5, Celecoxib 

RL: PKT (Pharmacokinetics); THU (Therapeutic use); BIOL (Biological 

study); USES (Uses) 

(pharmaceutical compns. with improved dissoln.) 
RN 169590-42-5 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]- (CA INDEX NAME ) 




IT 639010-34-7P, Celecoxib lithium 639010-35-8P, Celecoxib 
potassium 639010-36-9P, Celecoxib calcium 639010-38-1P 
639010-39-2P 639010-40-5P 919287-67-5P 

RL: PRP (Properties); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(pharmaceutical compns. with improved dissoln.) 
RN 639010-34-7 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, lithium salt (1:1) (CA INDEX NAME) 
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RN 639010-35-8 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, potassium salt (1:1) (CA INDEX NAME) 




639010-36-9 HCAPLUS 

Benzenesulf onamide, 4- [5- ( 4-methylphenyl) - 
yl]-, calcium salt (2:1) (CA INDEX NAME) 



3- (trif luoromethyl ) -lH-pyrazol-1- 
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10747742 
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F 3 C^ 




N 




Me 



• l/2 Ca 



RN 639010-38-1 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, monopotassium salt, compd. with 1 , 2-propanediol (1:1) (9CI) (CA 
INDEX NAME ) 

CM 1 

CRN 639010-35-8 

CMF C17 H14 F3 N3 02 S . K 



CM 2 

CRN 57-55-6 
CMF C3 H8 02 

OH 

H3C-CH-CH2-OH 




Me 



• K 
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RN 639010-39-2 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, monolithium salt, compd. with 1 , 2-propanediol (1:1) (9CI) (CA INDEX 
NAME ) 

CM 1 

CRN 639010-34-7 

CMF C17 H14 F3 N3 02 S . Li 



CM 2 

CRN 57-55-6 
CMF C3 H8 02 



OH 

H3C-CH-CH2-OH 



RN 639010-40-5 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, sodium salt, compd. with 1 , 2-propanediol , hydrate (1:1:1:3) (CA 
INDEX NAME) 

CM 1 

CRN 169590-42-5 

CMF C17 H14 F3 N3 02 S 
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N 



N- 




Me 
CM 2 

CRN 57-55-6 
CMF C3 H8 02 

OH 

H3C-CH-CH2-OH 

RN 919287-67-5 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, sodium salt, compd. with 1 , 2-propanediol (1:1:1) (CA INDEX NAME ) 

CM 1 

CRN 169590-42-5 

CMF C17 H14 F3 N3 02 S 



O 




Me 



CM 



2 



CRN 57-55-6 
CMF C3 H8 02 
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OH 

H3C-CH-CH2-OH 



IT 9004-34-6D, Cellulose, esters 106392-12-5, Poloxamer 
162011-90-7, Rofecoxib 169590-41-4, Deracoxib 
181695-72-7, Valdecoxib 202409-33-4, Etoricoxib 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 
(pharmaceutical compns. with improved dissoln.) 
RN 9004-34-6 HCAPLUS 
CN Cellulose (CA INDEX NAME) 

*** STRUCTURE DIAGRAM IS NOT AVAILABLE *** 
RN 106392-12-5 HCAPLUS 

CN Oxirane, 2-methyl-, polymer with oxirane, block (CA INDEX NAME) 
CM 1 

CRN 75-56-9 
CMF C3 H6 0 



O 




CH 3 



CM 2 

CRN 75-21-8 
CMF C2 H4 0 



O 



RN 162011-90-7 HCAPLUS 

CN 2 (5H) -Furanone, 4- [ 4- (methylsulf onyl ) phenyl ] -3-phenyl- (CA INDEX NAME) 




0 



RN 169590-41-4 HCAPLUS 

CN Benzenesulf onamide, 4- [3- (dif luoromethyl) -5- (3-f luoro-4-methoxyphenyl) -1H- 



Roy P. Issac 



pyrazol-l-yl] - (CA INDEX NAME ) 



0 




OUe 



F2CH 



RN 181695-72-7 HCAPLUS 

CN Benzenesulf onamide, 4- ( 5-methyl-3-phenyl-4-isoxazolyl ) - (CA INDEX NAME) 




0= S-NH2 



0 



RN 202409-33-4 HCAPLUS 

CN 2 , 3 ' -Bipyridine, 5-chloro-6 ' -methyl-3- [ 4- (methylsulf onyl ) phenyl ] - (CA 
INDEX NAME) 



He 




CI 
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The invention relates to methods of screening mixts. containing a 
pharmaceutical compound an excipient to identify properties of the 
pharmaceutical compound/excipient combination that retard solid-state 
nucleation. The invention further relates to increasing the solubility, 
dissoln. and bioavailability of a drug with low solubility in gastric fluids 
conditions by combining the drug with a recrystn . /precipitation retardant and an 
optional enhancer. Thus, celecoxib sodium salt was prepared by dissolving 
celecoxib in IN NaOH solution The product was characterized by PXRD, DSC and 
TGA. 

639010-33-6P 639010-34-7P 639010-35-8P 
639010-36-9P 639010-38-1P 919287-67-5P 

RL: PKT (Pharmacokinetics); PRP (Properties); SPN (Synthetic preparation); 
THU (Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(pharmaceutical compns. with improved dissoln.) 
639010-33-6 HCAPLUS 

Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, sodium salt (1:1) (CA INDEX NAME) 




Me 



• Na 



RN 639010-34-7 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, lithium salt (1:1) (CA INDEX NAME) 
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RN 639010-35-8 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, potassium salt (1:1) (CA INDEX NAME) 




639010-36-9 HCAPLUS 

Benzenesulf onamide, 4- [5- ( 4-methylphenyl) - 
yl]-, calcium salt (2:1) (CA INDEX NAME) 



3- (trif luoromethyl ) -lH-pyrazol-1- 
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F 3 C^ 




N 




Me 



• l/2 Ca 



RN 639010-38-1 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, monopotassium salt, compd. with 1 , 2-propanediol (1:1) (9CI) (CA 
INDEX NAME ) 

CM 1 

CRN 639010-35-8 

CMF C17 H14 F3 N3 02 S . K 



CM 2 

CRN 57-55-6 
CMF C3 H8 02 

OH 

H3C-CH-CH2-OH 




Me 



• K 
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RN 919287-67-5 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, sodium salt, compd. with 1 , 2-propanediol (1:1:1) (CA INDEX NAME ) 

CM 1 

CRN 169590-42-5 

CMF C17 H14 F3 N3 02 S 



0 




Me 



CM 2 

CRN 57-55-6 
CMF C3 H8 02 



OH 

H3C-CH-CH2-OH 



IT 169590-42-5, Celecoxib 

RL: PKT (Pharmacokinetics); THU (Therapeutic use); BIOL (Biological 

study); USES (Uses) 

(pharmaceutical compns. with improved dissoln.) 
RN 169590-42-5 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]- (CA INDEX NAME) 



0 



F3C^ 




Me 
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IT 639010-39-2P 639010-40-5P 639010-41-6P 
639010-42-7P 

RL: PRP (Properties); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(pharmaceutical compns. with improved dissoln.) 
RN 639010-39-2 HCAPLUS 

CN Benzene sulfonamide, 4- [ 5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, monolithium salt, compd. with 1 , 2-propanediol (1:1) (9CI) (CA INDEX 
NAME ) 

CM 1 

CRN 639010-34-7 

CMF C17 H14 F3 N3 02 S . Li 



CM 2 

CRN 57-55-6 
CMF C3 H8 02 



OH 

H3C-CH-CH2-OH 



RN 639010-40-5 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, sodium salt, compd. with 1 , 2-propanediol , hydrate (1:1:1:3) (CA 
INDEX NAME) 

CM 1 

CRN 169590-42-5 

CMF C17 H14 F3 N3 02 S 
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N 



N- 




Me 
CM 2 

CRN 57-55-6 
CMF C3 H8 02 

OH 

H3C-CH-CH2-OH 

RN 639010-41-6 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, monosodium salt, compd. with 2-propanol (9CI) (CA INDEX NAME) 

CM 1 

CRN 169590-42-5 

CMF C17 H14 F3 N3 02 S 



O 




Me 



CM 



2 



CRN 67-63-0 
CMF C3 H8 O 
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OH 

H3C-CH-CH3 



RN 639010-42-7 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, monosodium salt, hydrate (9CI) (CA INDEX NAME) 



0 




• x H2O 



Me 



• Na 



IT 9004-34-6D, Cellulose, esters 9004-64-2, Hydroxypropyl 
cellulose 9004-65-3, HPMC 9004-96-0, Polyethylene 
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GH, GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM, ZW, AM, AZ, 
BY, KG, KZ, MD, RU, TJ, TM 

IN 2006DE01033 A 20080118 IN 2006-DE1033 20060424 

PRIORITY APPLN. INFO.: IN 2006-DE1033 A 20060424 

AB Low dose pharmaceutical dosage form comprising nimesulide or its 
pharmaceutically acceptable salts, esters, solvates or hydrates 
thereof, along with one or more pharmaceutically acceptable excipient(s) 
for once- or twice-a-day administration are provided. The present 
invention also provides process of preparing such dosage forms and 
therapeutic methods of using such dosage forms. The low dose compns. are 
designed to exhibit bioavailability with reduced side effects, which is 
effective in the treatment of NSAID indicated disorders particularly, 
which require long-term treatment regimens such as arthritis. Such 
compns. reduce the cost of therapy in diseases, which require long-term 
therapies, are easy to manufacture, and also result in the reduction of dose 
related side effects associated with nimesulide therapy. Thus, tablets 
containing nimesulide 75.0 mg, microcryst. cellulose 285.0 mg, lactose 100.0 
mg, croscarmellose sodium 20.0 mg, hydrogenated castor oil 7.5 mg, talc 
7.5 mg, and colloidal silica 7.5 mg were prepared by wet granulation using 
iso-Pr ale. and compression. 
IT 57-55-6, Propylene glycol, biological studies 57-55-6D, 
Propylene glycol, C8-10 diesters 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(low-dose nimesulide compns. optionally in combination with other 
agents for treatment of inflammation and related disorders) 
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20060130 


Novel oral 


pharmaceutic; 


al compns. compr 


ising (i 


) at 


least one , 


active 



agent (s) or its pharmaceutically acceptable salts, polymorphs, 
solvates, hydrates, analogs, enantiomers, tautomeric forms or 
mixts. thereof; (ii) at least one permeation enhancer ( s ) ; (iii) at least 
one adsorbent (s) , (iv) at least one bioadhesive polymer (s); (v) optionally 
at least one acid soluble polymer (s), and (vi) optionally one or more other 
pharmaceutically acceptable excipient(s) are provided. The active agents 
exhibit poor or incomplete absorption, are preferably absorbed from the 
upper part of the gastrointestinal tract, and/or exhibit dissoln. rate 
with limited gastrointestinal absorption. The compns. particularly target 
the absorption window of the active agent (s) delivering the active agent 
at the absorption site preferably over an extended period of time to 
enhance their bioavailability. Preferably the compns. are in the 
gastro-adhesive modified release form and/or fast disintegrating dosage 
form which release the active agent (s) over an extended period of time. 
Also provided are processes of preparation of such novel compns. and methods of 
using them. Thus, tablets were prepared comprising (a) a core composition containing 
amoxicillin trihydrate 500.0, glyceryl monocaprylate 60.0, microcryst. 
cellulose (Avicel PH 102) 100.0, sodium alginate 100.0, hydroxypropyl Me 
cellulose 50.0, anhydrous lactose (Pharmatose DCL 21) 42.3, and magnesium 
stearate 5.0, (b) a coating composition containing Eudragit E100 85.5, triacetin 
8.5, talc 37.7, isopropanol as needed, and acetone as needed, and (c) an 
extragranular composition containing calcium CM-cellulose 100.0, Avicel PH 102 
100.0, and magnesium stearate 10.0 mg, resp. The cores, prepared by dry 
granulation, were coated, mixed with the extragranular composition and 
compressed into tablets. 

57-55-6, Propylene glycol, biological studies 
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(oral pharmaceutical compns. for poorly absorbable drugs 
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OTHER SOURCE(S): MARPAT 147:57851 




AB The invention relates to a mixture comprising or consisting of (a) one or 
more compds . of Formula I (Rl, R2 = H or together form another bond; R3 = 
H, alkyl; X, Y = OH, O-alkyl, O-acyl; m = 0-3; n, p = 0-2) or cosmetically 
or pharmaceutically acceptable salts and solvates thereof, and 
(b) one or more antidandruff agents. Thus, a shampoo formulation containing 
0.2% antidandruff compound climbazole and 0.05% the itch-alleviating compound 
dihydroavenanthramide D showed better efficacy in reducing scalp itching 
in subjects compared to a shampoo containing antidandruff compound only. After 
42 days, the intensity of itching could be reduced from 4.1 to a value of 
2.4 on the itching scale of 1 to 6 . 
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AB The present invention provides a pharmaceutical composition comprising a 
propylene glycol solvate of a drug which is hygroscopic or has 

low aqueous solubility It has surprisingly been found that by using propylene 
glycol to form a solvate of a hygroscopic drug, the 

hygroscopicity of the drug is decreased and/or the stability and aqueous solubility 
is increased. The drug is therefore much easier to formulate and store 
than its counterpart untreated or hydrated form. 
IT 57-55-6, Propylene glycol, biological studies 

RL: RCT (Reactant); THU (Therapeutic use); BIOL (Biological study); RACT 
(Reactant or reagent); USES (Uses) 

(pharmaceutical propylene glycol solvate compns. and method 
for preparation thereof) 
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Novel and highly stable injectable pharmaceutical compns. 
least one cyclooxygenase-I I enzyme (COX-II) inhibitor or 
anti-inflammatory drug (NSAID) or COX/LOX inhibitor, or i 



20060525 
20071227 
A 20050527 
W 20060525 
comprising at 
non-steroidal 
ts tautomeric 



forms, analogs, isomers, polymorphs, solvates, prodrugs or salts 
thereof as active ingredient suitable for parenteral administration 
preferably by i.m. or i.v. route; process of preparing such compns. and 
therapeutic methods of using such compns. are provided. The analgesic and 
anti-inflammatory injectable compns. of the present invention are very 
useful in mammals particularly in humans for the treatment of acute 
painful conditions like one or more of post-operative trauma, pain associated 
with cancer, sports injuries, migraine headache, neurol. pain and pain 
associated with sciatica and spondylitis, and the like, and/or chronic 
painful conditions, and/or a variety of painful and inflammatory 
conditions like postoperative pain, primary dysmenorrhea and painful 
osteoarthritis, and/or other associated disorders such as inflammation, 
fever, allergy, or the like. For example, injections contained 
nimesulide, PEG, propylene glycol, glycine and sodium hydroxide. 
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AB The invention includes compns. for transmucosal administration to an 
animal comprising at least one active agent and a pharmaceutically 
acceptable carrier. A preferred active agent is selected from the group 
consisting of meloxicam, carprofen, enrof loxacin, clemastine, 
diphenhydramine, digoxin, levothyroxine, cyclosporine, ondansetron, 
lysine, Zolpidem, propofol, nitenpyram, ivermectin, milbemycin, and 
pharmaceutically acceptable salts, solvates and esters thereof. 
In another embodiment, the invention includes methods of treating or 
preventing a condition in an animal comprising transmucosally 
administering a composition comprising a therapeutically or prophylactically 
effective amount of an active agent and a pharmaceutically acceptable 
carrier. For example, composition was prepared containing meloxicam 4.67 mg, boric 
acid 0.77 mg, potassium chloride 0.93 mg, polyvinyl ale. 5 mg, Et ale. 150 
mg, sodium hydroxide 1.08 mg and water 837.57. 
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(transmucosal administration of drug compns. for treating and 
preventing disorders in animals) 
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AB The invention provides 3 polymorphic forms of crystalline levosalbutamol 

sulfate designated herein as Forms (I), (II) and (III). The above crystalline 
levosalbutamol sulfate Forms are characterized by a powder XRD pattern. 
Processes for making the new polymorphic forms and pharmaceutical compns. 
comprising them are also provided. A pharmaceutical composition comprises a 
therapeutically effective isomer of salbutamol or a salt, solvate 
, ester, derivative or polymorph thereof, a glucocorticoid and a carrier or 
excipient and optionally one or more other therapeutic agents. Preferably 
the composition is an aerosol formulation comprising the drugs, a 
propellant and one or more other ingredients, such as a surfactant, 
cosolvent, or bulking agent. Alternatively, DPI or inhalation suspensions 
may be used. Thus, an inhalant formulation contained levosalbutamol 
sulfate 10.08 and fluticasone propionate 8.24 mg, and Propellant-227 g. 
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by the subject invention. Methods of making and using the same are also 
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AB A pharmaceutical composition comprising an anticholinergic, e.g., tropium salt 
I-X- (X = anion of single neg. charge; F, CI, Br, I, sulfate, 
phosphate, S03Me, N03, maleate, OAc, citrate, fumarate, tartrate, oxalate, 
succinate, OBz, S03C6H4Me-4; optionally as racemates, enantiomers, 
solvates and/or hydrates), quaternary ammonium salt II -X- 
[R = Me, Et], or alkaloid salt III-X- [A = bond, O, CH2, H2; Rl, R2 
= Me, Et, CH2Et, CHMe2 (optionally substituted by OH, F); R3 , R4, R5, R6 = 
H, Me, Et, OMe, OEt, OH, F, CI, Br, CN, CF3, N02; R7 = H, Me, Et, OMe, 
OEt, CH2F, CH2CH2F, OCH2F, OCH2CH2F, CH20H, CH2CH20H, CF3, CH20Me, 
CH2CH20Me, CH20Et, CH2CH20Et, OAc, OC(:0)Et, OC(:0)CF3, F, CI, Br], and a 
betamimetic, e.g., quinolone IV or its enantiomers, optionally together 
with a pharmaceutically acceptable excipient, the anticholinergic and the 
betamimetic optionally in the form of their enantiomers, mixts. of their 
enantiomers, their racemates, their solvates, or their hydrates, 
processes for preparing them, and their use in the treatment of asthma, COPD, 
or other inflammatory or obstructive respiratory complaints. 
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The invention relates to pharmaceu 

glycol solvates of active pharmaceutical ingredients (APIs 
which are hygroscopic or has low aqueous solubility The composition comprises 
solvate characterized by (i) the mole ratio of propylene glycol to 
API in the range of 0.25 to 2; (ii) a crystalline form, (iii) a powder X-ray 
diffraction spectrum which differs from the corresponding powder X-ray 
diffraction spectrum of the unsolvated API by at least one property, (iv) 
stability to temps, of up to 50° under a stream of gas in a 

thermogravimetric anal, apparatus, (v) the API is optionally in the form of a 

metal salt, such as an alkali or an alkaline earth metal salt, (vi) the API 

has low aqueous solubility and is selected from steroid drugs, and (vii) 

the composition further comprises a pharmaceutically-acceptable diluent, 

excipient or carrier. A method for preparing a propylene glycol 

solvate of an API comprises (a) contacting propylene glycol with 

an API in solution, (b) crystallizing a propylene glycol solvate of the 

API from the solution, and (c) isolating the solvate. For example, 

to a solution of celecoxib (253 mg, 0.664 mmol) in di-Et ether (6 

mL) was added propylene glycol (0.075 mL, 102 mmol). To the clear solution 

was added potassium t-butoxide in THF (1 M, 0.66 mL, 0.66 mmol). Crystals 

immediately began to form and after 5 min the solid had completely crystallize! 

The crystalline salt form was found to be a 1:1 propylene glycol 

solvate of celecoxib potassium salt. 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to novel medicament compns . based on long-acting 
P2 agonists and salts I-X- [X = simple anion (CI, Br, I, 

sulfate, phosphate, 03SMe, N03, maleate, OAc, citrate, fumarate, tartrate, 
oxalate, succinate, 02CPh, OTs)], of a novel anticholinesterase drug I, to 
methods for the production of these compns. and their use in treating 
respiratory tract diseases. The invention also relates to the combination 
of I with one or more biomimetics II [Rl, R2 = H, Cl-4-alkyl; R3 , R4 = H, 
Cl-4-alkyl, O- (Cl-4-alkyl ) , (Cl-4-alkylene) -O- (Cl-4-alkyl ) ; R3R4 = 
Cl-4-alkylene, O- (Cl-4-alkylene) -O] , their enantiomers, mixts., racemates, 
solvates, hydrates or with salmeterol, formoterol or their acid 
addition salts. Thus, an example inhalation powder formulation comprises 
I -Br- and I I • H02CCH : CHC02H- ( Z ) (Rl = R2 = H, R3 = R4 = Et) 
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and lactose. 
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AB The present invention relates to a pharmaceutical aerosol formulation 

comprising a hydrof luoroalkane (HFA) propellant having dissolved therein 
particulate (2S) -3- [4- ( { [4- ( aminocarbonyl ) -1 -piper idinyl ] car bony 1 } oxy ) phen 
yl]-2-[((2S) -4 -met yl-2- { [2- ( 2-methylphenoxy) acetyl ] amino } pent anoyl ) amino] 
propanoic acid (I) or a salt or solvate thereof. Methods and 
uses of the formulation in the treatment of respiratory disorders are also 
described, as are canisters and metered dose inhalers containing said 
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formulation. For example, I was prepared, formulated as aerosol containing 1 ! 
I, 10% ethanol, and 1 , 1 , 1 , 2-tetraf luoroethane up to 100% (by weight), and the 
formulation was filled into an aluminum canister, to obtain a metered dose 
inhaler with about 120 actuations. 
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(preparation and aerosol formulation of anti-inflammatory leucyl-tyrosine 
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AB Disclosed are oily compns. which contain as the principal agent highly 
fat-soluble drugs, pharmaceutically acceptable salts and 
solvates thereof and further contain (1) a triester of glycerol 
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with a medium-chain fatty acid and/or an ester of propylene glycol with a 
medium-chain fatty acid, (2) a triester of glycerol with a long-chain 
fatty acid, and (3) a surfactant. An emulsion contained 

3 ' '-fluoro-2 ' , 3 ' , 5 ' , 6 ' -tetramethyl-N- (3-methyl-2-butenyl ) -4 ' '- [ (3-methyl-2- 

butenyl) oxy] - [1, 1 ' : 4 ' , 1 ' ' -terphenyl] -4-amine 10 %, Miglyol-812 60 %, 

avocado oil 10 %, and sorbitan monopalmitate 20 %. 
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Cyclodextrins as permeation enhancers: some 
theoretical evaluations and in vitro testing 
Masson, Mar; Loftsson, Thorsteinn; Masson, Gisli; 
Stefansson, Einar 

Department of Pharmacy, University of Iceland, P.O Box 
7210, Reykjavik, IS-107, Iceland 

Journal of Controlled Release (1999), 59(1), 107-118 
CODEN: JCREEC; ISSN: 0168-3659 
Elsevier Science Ireland Ltd. 
Journal 
English 

It is well known that cyclodextrins can enhance the permeation of poorly 
soluble drugs through biol. membranes. However, the permeability 
will decrease if cyclodextrin is added in excess of the concentration needed to 
solvate the drug. The mechanism of cyclodextrin effect on drug 
permeability has not been fully explained. The effect of cyclodextrins 
cannot be explained as solely due to increased solubility of the drug in the 
aqueous donor phase nor can it be explained by assuming that cyclodextrins act 
as classical permeation enhancers, i.e. by decreasing the barrier function 
of the lipophilic membrane. In the present work, we modeled the effect of 
cyclodextrins in terms of mixed barrier consisting of both diffusion and 
membrane controlled diffusion, where the diffusion of the drug in the aqueous 
diffusion layer is significantly slower than in the bulk of the donor. 
This diffusion model is described by simple math, equation where the 
properties of the system are expressed in terms of 2 consts. PM/Kd and 
Ml/2. Data for the permeation of hydrocortisone through hairless mouse 
skin in the presence of various cyclodextrins, and cyclodextrin polymer 
mixts., were fitted to obtain values for these 2 consts. The rise in flux 
with increased cyclodextrin complex concentration and fall with excess 
cyclodextrin was accurately predicted. Data for the permeation of 
drugs through a semi-permeable cellophane membrane could also be 
fitted to the equation. Cyclodextrins act as permeation enhancers 

carrying the drug through the aqueous barrier, from the bulk solution towards the 
lipophilic surface of biol. membranes, where the drug mols. partition from 
the complex into the lipophilic membrane. 

57-55-6D, 1, 2-Propanediol, cyclodextrin ethers, biological studies 

RL: BPR (Biological process); BSU (Biological study, unclassified); THU 
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BIOL (Biological study); PROC (Process); USES (Uses) 
s permeation enhancers of drugs) 



H3C-CH-CH2-OH 
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Influence of solvent composition on the solubilities 
and solid-state properties of the sodium salts of some 
drugs 

Rubino, Joseph T.; Thomas, Elizabeth 

Sch. Pharm., Univ. North Carolina, Chapel Hill, NC, 
27599-7360, USA 

International Journal of Pharmaceutics (1990), 
65(1-2), 141-5 

CODEN: IJPHDE; ISSN: 0378-5173 
Journal 
English 

The solubilities of the Na salts of some sulfonamides, 

barbiturates and hydantoins were determined in mixts. of propylene glycol and 

water. In many cases, the solubilities of the salts in the mixed solvents 

were lower than those in water, however, several compds . exhibited 

enhanced solubilities in the mixed solvents. This unexpected increase in 

solubility was not related to the lipophilicity of the acidic forms of the 

drugs and occurred in at least one member of each group of compds. 

Anal, of the solid phase which had been equilibrated with each solvent 

indicated the formation of crystal hydrates for most of the solutes, and 

in at least one instance, mixed solvates. These compds. could 

be categorized on the basis of their desolvation temps. Those compds. 

with low temps, of desolvation had increased solubilities in propylene 

glycol-water mixts. while compds. with high desolvation temps, had 

decreased solubilities in the mixed solvents. These data indicate that 

crystal hydrate formation plays a significant role in determining if a cosolvent 

can be used to enhance the solubilities of certain sodium salts. 
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TITLE: Lipid-protein-partitioning (LPP) theory of skin 

enhancer activity: finite dose technique 
AUTHOR(S) : Goodman, Michael; Barry, Brian W. 

CORPORATE SOURCE: Sch. Pharm., Univ. Bradford, Bradford, BD7 1DP, UK 

SOURCE: International Journal of Pharmaceutics (1989), 57(1), 

29-40 

CODEN: IJPHDE; ISSN: 0378-5173 
DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB The effectiveness of pretreating human epidermis with a range of 
accelerants on the permeation of model drugs 5-f luorouracil 
(5FU) and estradiol (ES) was studied. To complement previous steady-state 
investigations with these materials, a finite dose technique with drug 
deposited as a dried film with accelerants Azone and decyl Me sulfoxide in 
both propylene glycol (PG) and water vehicles, oleic acid (OA) in PG, and 
PG were used. Following accelerant pretreatments , drug permeation was 
monitored for 4 days. All PG-based accelerants and PG promoted 5FU 
penetration, 2% Azone in PG by 80-fold and PG by 12-fold (24-h results 
quoted) . Water and aqueous-based accelerants were relatively ineffective, 3% 
Azone with 0.1% Tween 20 in saline producing only a 3.7-fold increase. A 
similar trend occurred with ES; 5% OA in PG was the most effective 
pretreatment, yielding a 35-fold increase, and PG produced a 9-fold 
effect. The aqueous-based enhancers were ineffective. With the finite dose 
technique, PG pretreatment increased drug penetration, contrasting with 
its ineffectiveness in our previous steady-state work. The glycol may 
solvate the tissue when it is not fully hydrated, competing with 
drug for hydrogen-bonding sites. Addnl., PG may aid more drug to 
partition into the skin. The accelerants themselves, which probably 
disrupt the lipid bilayers, were more effective with PG rather than with 
water vehicles. As PG may solvate horny cells, this suggests 
that both drugs may permeate the stratum corneum transcellular ly 
to some extent. The 3 features of skin penetration enhancer activity 
(Lipid interaction, Protein alteration and Partitioning phenomena) 
represent the essential aspects of the LPP theory. 
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IN 2006DE01033 A 20080118 IN 2006-DE1033 20060424 

PRIORITY APPLN. INFO.: IN 2006-DE1033 A 20060424 

AB Low dose pharmaceutical dosage form comprising nimesulide or its 
pharmaceutically acceptable salts, esters, solvates or hydrates 
thereof, along with one or more pharmaceutically acceptable excipient(s) 
for once- or twice-a-day administration are provided. The present 
invention also provides process of preparing such dosage forms and 
therapeutic methods of using such dosage forms. The low dose compns. are 
designed to exhibit bioavailability with reduced side effects, which is 
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effective in the treatment of NSAID indicated disorders particularly, 
which require long-term treatment regimens such as arthritis. Such 
compns. reduce the cost of therapy in diseases, which require long-term 
therapies, are easy to manufacture, and also result in the reduction of dose 
related side effects associated with nimesulide therapy. Thus, tablets 
containing nimesulide 75.0 mg, microcryst. cellulose 285.0 mg, lactose 100.0 
mg, croscarmellose sodium 20.0 mg, hydrogenated castor oil 7.5 mg, talc 
7.5 mg, and colloidal silica 7.5 mg were prepared by wet granulation using 
iso-Pr ale. and compression. 

57-55-6, Propylene glycol, biological studies 57-55-6D, 
Propylene glycol, C8-10 diesters 9004-65-3, Hydroxypropyl methyl 
cellulose 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(low-dose nimesulide compns. optionally in combination with other 
agents for treatment of inflammation and related disorders) 

57-55-6 HCAPLUS 

1, 2-Propanediol (CA INDEX NAME) 



H3C-CH-CH2-OH 



57-55-6 HCAPLUS 

1, 2-Propanediol (CA INDEX NAME) 



H3C-CH-CH2-OH 



9004-65-3 HCAPLUS 

Cellulose, 2-hydroxypropyl methyl ether (CA INDEX NAME) 



CRN 9004-34-6 
CMF Unspecified 
CCI PMS, MAN 



STRUCTURE DIAGRAM IS NOT AVAILABLE 
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CMF C H4 0 



CRN 57-55-6 
CMF C3 H8 02 
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IT 9004-34-6, Cellulose, biological studies 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(microcryst . ; low-dose nimesulide compns . optionally in combination 
with other agents for treatment of inflammation and related disorders) 
RN 9004-34-6 HCAPLUS 
CN Cellulose (CA INDEX NAME) 
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PRIORITY APPLN. INFO.: IN 2006-DE242 A 20060130 

AB Novel oral pharmaceutical compns. comprising (i) at least one active 
agent (s) or its pharmaceutically acceptable salts, polymorphs, 
solvates, hydrates, analogs, enantiomers, tautomeric forms or 
mixts. thereof; (ii) at least one permeation enhancer ( s ) ; (iii) at least 
one adsorbent ( s ) , (iv) at least one bioadhesive polymer (s); (v) optionally 
at least one acid soluble polymer (s), and (vi) optionally one or more other 
pharmaceutically acceptable excipient(s) are provided. The active agents 
exhibit poor or incomplete absorption, are preferably absorbed from the 
upper part of the gastrointestinal tract, and/or exhibit dissoln. rate 
with limited gastrointestinal absorption. The compns. particularly target 
the absorption window of the active agent (s) delivering the active agent 
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at the absorption site preferably over an extended period of time to 

enhance their bioavailability. Preferably the compns. are in the 

gastro-adhesive modified release form and/or fast disintegrating dosage 

form which release the active agent (s) over an extended period of time. 

Also provided are processes of preparation of such novel compns. and methods of 

using them. Thus, tablets were prepared comprising (a) a core composition containing 

amoxicillin trihydrate 500.0, glyceryl monocaprylate 60.0, microcryst. 

cellulose (Avicel PH 102) 100.0, sodium alginate 100.0, hydroxypropyl Me 

cellulose 50.0, anhydrous lactose (Pharmatose DCL 21) 42.3, and magnesium 

stearate 5.0, (b) a coating composition containing Eudragit E100 85.5, triacetin 

8.5, talc 37.7, isopropanol as needed, and acetone as needed, and (c) an 

extragranular composition containing calcium CM-cellulose 100.0, Avicel PH 102 

100.0, and magnesium stearate 10.0 mg, resp. The cores, prepared by dry 

granulation, were coated, mixed with the extragranular composition and 

compressed into tablets. 

IT 9004-34-6, Cellulose, biological studies 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(microcryst.; oral pharmaceutical compns. for poorly absorbable 
drugs comprising adsorbent, bioadhesive polymer and permeation 
enhancers ) 
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CMF Unspecified 
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low aqueous solubility It has surprisingly been found that by using propylene 
glycol to form a solvate of a hygroscopic drug, the 

hygroscopicity of the drug is decreased and/or the stability and aqueous solubility 
is increased. The drug is therefore much easier to formulate and store 
than its counterpart untreated or hydrated form. 
169590-42-5, Celecoxib 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(pharmaceutical propylene glycol solvate compns. and method 

for preparation thereof) 
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yl]- (CA INDEX NAME) 



Roy P. Issac 



Page 58 



Me 



IT 57-55-6, Propylene glycol, biological studies 

RL: RCT (Reactant); THU (Therapeutic use); BIOL (Biological study); RACT 
(Reactant or reagent); USES (Uses) 

(pharmaceutical propylene glycol solvate compns. and method 
for preparation thereof) 
RN 57-55-6 HCAPLUS 

CN 1, 2-Propanediol (CA INDEX NAME) 



OH 

H3C-CH-CH2-OH 



IT 639010-40-5P 919287-67-5P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(pharmaceutical propylene glycol solvate compns. and method 
for preparation thereof) 
RN 639010-40-5 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol- 
yl]-, sodium salt, compd. with 1 , 2-propanediol , hydrate (1:1:1:3) (CA 
INDEX NAME) 

CM 1 

CRN 169590-42-5 

CMF C17 H14 F3 N3 02 S 



0 




Me 



Roy P. Issac 



10747742 



11/03/2008 



CRN 57-55-6 
CMF C3 H8 02 



H3C-CH-CH2-OH 



919287-67-5 HCAPLUS 

Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol- 
yl]-, sodium salt, compd. with 1 , 2-propanediol (1:1:1) (CA INDEX NAME) 



CRN 169590-42-5 

CMF C17 H14 F3 N3 02 S 




CRN 57-55-6 
CMF C3 H8 02 



H3C-CH-CH2-OH 



639010-33-6, Celecoxib sodium 639010-34-7, 
Celecoxib lithium 639010-35-8, Celecoxib 
potassium 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 
(pharmaceutical propylene glycol solvate compns. and method 
for preparation thereof) 

639010-33-6 HCAPLUS 

Benzene sulfonamide, 4- [5- ( 4-methylphenyl) -3- (trif luoromethyl ) -lH-pyrazol- 
yl]-, sodium salt (1:1) (CA INDEX NAME) 



Roy P. Issac 



Page 6 0 



10747742 



11/03/2008 
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thereof as active ingredient suitable for parenteral administration 
preferably by i.m. or i.v. route; process of preparing such compns. and 
therapeutic methods of using such compns. are provided. The analgesic and 
anti-inflammatory injectable compns. of the present invention are very 
useful in mammals particularly in humans for the treatment of acute 
painful conditions like one or more of post-operative trauma, pain associated 
with cancer, sports injuries, migraine headache, neurol. pain and pain 
associated with sciatica and spondylitis, and the like, and/or chronic 
painful conditions, and/or a variety of painful and inflammatory 
conditions like postoperative pain, primary dysmenorrhea and painful 
osteoarthritis, and/or other associated disorders such as inflammation, 
fever, allergy, or the like. For example, injections contained 
nimesulide, PEG, propylene glycol, glycine and sodium hydroxide. 
IT 57-55-6, Propylene glycol, biological studies 162011-90-7 
, Rofecoxib 169590-41-4, Deracoxib 169590-42-5, 
Celecoxib 181695-72-7, Valdecoxib 202409-33-4, 
Etoricoxib 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(injections containing COX II inhibitors and NSAID for analgesic and 
antiinflammatory action) 
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CN 1, 2-Propanediol (CA INDEX NAME) 
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H3C-CH-CH2-OH 



RN 162011-90-7 HCAPLUS 

CN 2 (5H) -Furanone, 4- [ 4- (methylsulf onyl ) phenyl ] -3-phenyl- (CA INDEX NAME) 




0 



RN 169590-41-4 HCAPLUS 

CN Benzenesulf onamide, 4- [3- (dif luoromethyl) -5- (3-f luoro-4-methoxyphenyl) -1H- 
pyrazol-l-yl] - (CA INDEX NAME) 
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CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol- 
yl]- (CA INDEX NAME) 
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RN 181695-72-7 HCAPLUS 

CN Benzenesulf onamide, 4- ( 5-methyl-3-phenyl-4-isoxazolyl ) - (CA INDEX NAME) 




RN 202409-33-4 HCAPLUS 

CN 2 , 3 ' -Bipyridine, 5-chloro-6 ' -methyl-3- [ 4- (methylsulf onyl ) phenyl ] - (CA 
INDEX NAME) 
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AB Crystalline salts, polymorphs, solvates, and hydrates of 

bicalutamide, 5-f luorouracil, donepezil, anastrozole, nelfinavir, 
mirtazapine, lansoprazole, and tamsulosin, or derivs. thereof are provided 
by the subject invention. Methods of making and using the same are also 
provided. Thus, donepezil and nicotinamide were dissolved in EtOH and 
excess of water to give donepezil tetrahydrate . 
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AB The invention relates to pharmaceutical compns. comprising propylene 
glycol solvates of active pharmaceutical ingredients (APIs) 

which are hygroscopic or has low aqueous solubility The composition comprises 
solvate characterized by (i) the mole ratio of propylene glycol to 
API in the range of 0.25 to 2; (ii) a crystalline form, (iii) a powder X-ray 
diffraction spectrum which differs from the corresponding powder X-ray 
diffraction spectrum of the unsolvated API by at least one property, (iv) 
stability to temps, of up to 50° under a stream of gas in a 

thermogravimetric anal, apparatus, (v) the API is optionally in the form of a 
metal salt, such as an alkali or an alkaline earth metal salt, (vi) the API 
has low aqueous solubility and is selected from steroid drugs, and (vii) 
the composition further comprises a pharmaceutically-acceptable diluent, 
excipient or carrier. A method for preparing a propylene glycol 
solvate of an API comprises (a) contacting propylene glycol with 
an API in solution, (b) crystallizing a propylene glycol solvate of the 
API from the solution, and (c) isolating the solvate. For example, 
to a solution of celecoxib (253 mg, 0.664 mmol) in di-Et ether (6 
mL) was added propylene glycol (0.075 mL, 102 mmol) . To the clear solution 
was added potassium t-butoxide in THF (1 M, 0.66 mL, 0.66 mmol). Crystals 
immediately began to form and after 5 min the solid had completely crystallized 
The crystalline salt form was found to be a 1:1 propylene glycol 
solvate of celecoxib potassium salt. 
IT 639010-38-1P 639010-39-2P 639010-40-5P 
919287-67-5P 

RL: PRP (Properties); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation and compns. of propylene glycol solvates with 
hygroscopic or low soluble drugs) 
RN 639010-38-1 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, monopotassium salt, compd. with 1 , 2-propanediol (1:1) (9CI) (CA 
INDEX NAME) 
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CRN 57-55-6 
CMF C3 H8 02 



OH 

H3C-CH-CH2-OH 



RN 639010-39-2 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1 
yl]-, monolithium salt, compd. with 1 , 2-propanediol (1:1) (9CI) (CA INDEX 
NAME) 
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CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl) -3- (trif luoromethyl ) -lH-pyrazol-1 
yl]-, sodium salt, compd. with 1 , 2-propanediol, hydrate (1:1:1:3) (CA 
INDEX NAME) 
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CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl ) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, sodium salt, compd. with 1 , 2-propanediol (1:1:1) (CA INDEX NAME) 
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H3C-CH-CH2-OH 



IT 57-55-6, Propylene glycol, reactions 169590-42-5, 
Celecoxib 639010-33-6, Celecoxib sodium 
RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation and compns. of propylene glycol solvates with 
hygroscopic or low soluble drugs) 
RN 57-55-6 HCAPLUS 

CN 1, 2-Propanediol (CA INDEX NAME) 
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H3C-CH-CH2-OH 
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RN 639010-33-6 HCAPLUS 

CN Benzene sulfonamide, 4- [5- ( 4-methylphenyl) -3- (trif luoromethyl ) -lH-pyrazol-1- 
yl]-, sodium salt (1:1) (CA INDEX NAME) 
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AB Disclosed are oily compns. which contain as the principal agent highly 
fat-soluble drugs, pharmaceutically acceptable salts and 
solvates thereof and further contain (1) a triester of glycerol 
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with a medium-chain fatty acid and/or an ester of propylene glycol with a 
medium-chain fatty acid, (2) a triester of glycerol with a long-chain 
fatty acid, and (3) a surfactant. An emulsion contained 

3 ' '-fluoro-2 ' , 3 ' , 5 ' , 6 ' -tetramethyl-N- (3-methyl-2-butenyl ) -4 ' '- [ (3-methyl-2 
butenyl) oxy] - [1, 1 ' : 4 ' , 1 ' ' -terphenyl] -4-amine 10 %, Miglyol-812 60 %, 
avocado oil 10 %, and sorbitan monopalmitate 20 %. 
57-55-6D, Propylene glycol, esters with medium-chain fatty acids 
106392-12-5, pluronic F87 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(oily compns. containing highly fat-soluble drugs) 
57-55-6 HCAPLUS 

1, 2-Propanediol (CA INDEX NAME) 



H3C-CH-CH2-OH 



106392-12-5 HCAPLUS 
Oxirane, 2-methyl-, polymer 



ith oxirane, block (CA INDEX NAME) 
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DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB It is well known that cyclodextrins can enhance the permeation of poorly 
soluble drugs through biol. membranes. However, the permeability 
will decrease if cyclodextrin is added in excess of the concentration needed to 
solvate the drug. The mechanism of cyclodextrin effect on drug 
permeability has not been fully explained. The effect of cyclodextrins 
cannot be explained as solely due to increased solubility of the drug in the 
aqueous donor phase nor can it be explained by assuming that cyclodextrins act 
as classical permeation enhancers, i.e. by decreasing the barrier function 
of the lipophilic membrane. In the present work, we modeled the effect of 
cyclodextrins in terms of mixed barrier consisting of both diffusion and 
membrane controlled diffusion, where the diffusion of the drug in the aqueous 
diffusion layer is significantly slower than in the bulk of the donor. 
This diffusion model is described by simple math, equation where the 
properties of the system are expressed in terms of 2 consts. PM/Kd and 
Ml/2. Data for the permeation of hydrocortisone through hairless mouse 
skin in the presence of various cyclodextrins, and cyclodextrin polymer 
mixts., were fitted to obtain values for these 2 consts. The rise in flux 
with increased cyclodextrin complex concentration and fall with excess 
cyclodextrin was accurately predicted. Data for the permeation of 
drugs through a semi-permeable cellophane membrane could also be 
fitted to the equation. Cyclodextrins act as permeation enhancers 

carrying the drug through the aqueous barrier, from the bulk solution towards the 
lipophilic surface of biol. membranes, where the drug mols. partition from 
the complex into the lipophilic membrane. 
IT 57-55-6D, 1 , 2-Propanediol , cyclodextrin ethers, biological studies 
9004-65-3D, HPMC, cyclodextrin ethers 

RL: BPR (Biological process); BSU (Biological study, unclassified); THU 
(Therapeutic use); BIOL (Biological study); PROC (Process); USES (Uses) 
(cyclodextrins as permeation enhancers of drugs) 
RN 57-55-6 HCAPLUS 

CN 1, 2-Propanediol (CA INDEX NAME) 
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H3C-CH-CH2-OH 



RN 9004-65-3 HCAPLUS 

CN Cellulose, 2-hydroxypropyl methyl ether (CA INDEX NAME) 
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CRN 9004-34-6 
CMF Unspecified 
CCI PMS, MAN 
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